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Abstract of JP 4327587 (A) 
PURPOSE:To obtain a novel compound having 
high chemotherapeutic coetficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an Inert solvent and eliminating 
protecting group from the reaction product. 
OONSTITUTIONiA compound of formula I (Y is 
lower alkyi; Rl' to R3' are OH-protecting group; X Is 
electron-attracting etiminable group) is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1-2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (Rl to R3 are same as RV to R3'). e.g. 
6'-C-methyl-3-deazaneplanocin A derivative. 
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[0 0 3 5] (I) ^fctt^romsit'^'f 

[0 0 3 6] a:4*Si:LT«. ^-i!iP 
^i^1t\-i.mm) ©«:-^;&SS*iJffl-r5iit**T#, ± 

5. ?P]Si:LTtt, «J^J. Wk 

tt, as. ■7>-->h, ^^ujj^+i^^g^;!/ 

■feJUP-x, 3->;;^3'-5^. »ltSil3S;fti*©IKm 
x+XhUX 77lf7=fA, Hf^^^X tHD 

;HfnUHX vj?Drf-^;l/;ftd:©ijg&«|, bH 

>":7A. X'r7U>K*;U->'i'A:fti*®«iR?ii|. SiEtttt 
ffim #lB^;S:^:S^gfflTSC^:*t■e 

[0 0 3 7] Sfc, (I) S&(i^®ffi 



10 [0 0 3 8] (I) *fca^®ii®is-^ft 

Si^-57)5, ;^A-A3Dfl;^!fe (I) tL-T 

1 B5mg~l gSft, ffaL<tt2 5~5 0 0mgg 

StU c;nS:l~3I5]ti3-ttTS#-rn«J;V\ 
[0 0 3 9] :k\Z. S{±©$D< bTtSe)nfc6' - c- 

7;i'+;i'-3-x7if^:7'7/v'>A (i) ic:3V>t, 

[0 0 4 0] (1) mO^JVT.m 

20 h-7>H-^^-fe7tf>f, S2 4#. 113^. ^3 5 3 
~3 6 1H( Antiaicrobiar Agents andChenothera 
py, Vol. 24, No. 3, P. 353-361(1983)) ©KKSS- 
li8^SUTetT©jiOffofc. Bp-^Ve r ojiflS (F 

Ti^^^ig) 3x1 0= mik/mxmm-^^tci-^ 

;U®g/h'iJ^SJtt (1 0 %«igjllj«^*) iSt 2 0 0 
11 1 €:9 8A¥]67'V-htfi-c«g^, 

©*/M^^«ttJ (3%^)i&iSliaf»^^) fS9 0 xi 1 SUD 

( Tissue culture infec-tioos dosis 50% ; TC 
I Deo) *Sl^UT*#. ft«^nfcTCID5.©l 0 

OlSfflViaSffl-^^ji/XiSti Ow 1 $fttcp^L.fc«« 
:/w-Mc^abT, $e.fc3 eiBrrB^ sy-c, 5%c 
o.T-c««u ffiis^TT-iiiiaiEttxim (CPE) ^ 

^b. g/h'>'fJUX««IH«fflS©*iJ5£*fTofc. 

[0 0 4 1] (2) iffllSgtt©!BII^ 
5 X 1 O^SBte/m 1 OV e r o«Sr^jS3-a-fc-1'- 

i/jKost'i^'^m^m (1 o%^j!ftiSj6i«^«) fflti 0 0 

40 (t 1 tiS»^b^«it KiSiftJffi 1 0 0 « 1 CDDAT 9 

8¥je::^V'-h4'7?7 2i^PB^«Sb. v^-tJ-jl/-:*-::^- 

•1'A/Di;*;P-ptV ,y |g6 5#. m5 5~6 3H 
( J. Immunol. Methods, 65, 55~63(1983)) l:Sit$ 

n;t M T T ai^fe [c i mit^^mmm^ 

fc. msittt, miims 5 0 %mutmm ( i d 

6o) tLXTRLtz. Cin?>©JS*i-SlSlcST. 
[0042] 
1 S 
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(10) !t$MSF4-32 7 58 7 

17 18 

WLlkit^^ jafi(MIC) JSS (MTC) (MTC/MIC) 

(tfg/ml) (;ig/ml) 



6'-;(^Jl/-3- 
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[0 04 3] 

&T^XlC2 0 Omg/kgSPS4bTfc^tW% 

5, 20 
[0 044] 

^!y'>a*^AlCtt, Ar t.9 3 8 5'>U*y 

[0045] m 1 

>C!)^|R : i^^y7'ntr;^7^>3 2ml (2 3 0mm 
o 1) $il*xh^t: Ha7'7> (THF) 4 0 0ml 

^\zm?i. ox:\zxmi^Lrco z.(D^<D\znmzx i . 

6U ^^)\^^)'^^A-^^'&>mmi 2 5m\ (2 0 
Ommol) SSTLfco 55>g^hU:/9';P5'>/W H 
^<H52.8ml (2 0 Ommo I) ^l^iaiCTfBT 
LTco ISjfWi. Kmm^~7 6X:\Z^X}^imb. Z. 
tllC7irh7;Pxb H 1 1 . 2m ! (2 0 Ommol) 
S:tl*THF5 0mncT^&JRUfc?§«*«TUfco 3 
Om S:iS?SllffifaiB{k7>^-^A*l OOml^ 

mx. 'A^^xEUCM^^^-^yz 5 om i ff^tca^^ifc. 

'\+if>e<&*5 0 0mllCTtt»U (20) . JBK 40 

iiTiisSLfco %^ntzM^^^.ii^mt^^\^y so 

mlcO^a^^L, N.N-v^5'Jl/7-U> 10 0ml 
(7 9 Ommol) *liOA> 0 t:iCTjSJ* 

Slc^nn><?;i/X~x;i' 2 2.8ml (3 0 0m 

mo 1) ^mrhtz. K^>^m^^.mzhEL. -wm 
-n*2 1 cD^^ritxca^. ?&aJbfco. 5 

N-HCl (5 0 Om I X 2) , * (5 0 Om 1 X 

1) . fiafD^^7K^:J'h«JC?^7fc (5 0 0ml X 2) \Z 



(vU;^^;!^ 5 0 O g. ^^"^y^^^-^y: 

»SIX5";l. 2 5 : WZX^m \ZXmmL. |tfeV^'> 

g (iR^3 8%) 
[0 0 4 6]|IM««J 1 

(2s,3s,4s) -2,3- (-ryyntrux>>^:t 

:*^i/) -4- [1- X5^;W 

- 4 - h Kn + v- 5 -v^? D'^>T->0^^ : 
lTPS$nAc [1- (^ h + v^^;i/^*v) 
;W hUy?;i'5"> 2 1. 7g (6 Ommo 1) 
THF 2 4 0ml+llD^, 7 SriCJ^^ 
a^l/i/^c^, 1, 6M n-:/5^;i.U5''i7A(7)A.+-y->S 
g?37.4ml (6 Ommo 1) >&jgTLrc, 20^i^ 

^lOSJJ&ffitt, y-Vy^Yuy^V^-X. %Z\ 
Ill509'-1512H (Tetrahedron Lett., Vol 
31,1509-1512(1990)) {Ct¥oTggSJbfc (2S.3S) 
-2,3- (-ryyDfcf'Jx>v:t4^v) -5-e>i^O 
'^>x>-4-:t> 7. 3 7g (4 8mmo I) ^6 0 
m\omii^TH¥\zmti^\ytz.^^^. -7 8t:T«Tl/ 

:rco 2. s^^f^JatcTSJS^itm SiSfSfci^nn 
2 1 ^iflA, *4 0 Om 1 t^^JSLfc, i^nn 
*;i/Al&7-/ hv> I psji)!a (Whatman tt» ; ffi 

ntcnm^yyyyn.yuti'rJVtiyl^ (y^Jti^Jl 
4 0 0 g, A+-t^> : 7-fe K>=2 5 : 1) JCT«® 
L, 10.6g (90%) (Og^ftS/D^/T^ttifeStL/ 

MASS : FAB (Pos.) m/e ; 2 4 5 (MH*) 
[0047] II jSS 03 2 

(2S,3S,4S) -2,3- «V7^DtrUx>>^:t 
+>/) -4- [1- i;^h^y:/^^}lt^y) x^M 

- 4 -7-fe h+v- 5 - vi7D^>x>(^'&fiE : ±E^ 
]ffi««JlT#fc (2S,3S.4S) -2,3- (^VT^D 
fcfUx>v:t+v) -4- [1- {:^h^y^^}\^:t^ 
y) X^M -4 -h Kd + v-5~v^D^>-5^> 
5.93g (24.3mmoI) &il{l:;*?U> 1 0 0 

m 1 ^\zm^. m^xmwu ^n(csi*»89. 1 7 

ml (97.2mmol). 4 - vpt^;i/7^ / tT U 
> (DMAP) 2. 9 7 g (2 4, 3mmo 1) RZfhU 
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X5^;P75>1 3. 5 5ml (9 7. 2mmo 1 ) SrJn;^. 
□ T^JUA 4 0 0ml O'P^mX. *8 Om 1 iZT^^ 

bTz. *ai&'7->hv> I psifiiiaicTaiiiab. « 
(v'J;<jy;i' 9 0g. ^^D-y:^fkx=f)\^= 

6 : 1) lrT^i|St> nmit^m6&.(DiLW(Dmi^\Z 

<fc 2 as© v7xx w:t-7-$^E-n-?n-> p <y y^^ifj) 

StLT^fc. R f li®ii5V»;&03L#:Stt# ( R f 
0.38; /jVi^aSv-'J^yjl^TLCyiz-h Ar 
t . 5 7 1 5 ^^^> : ftKx5^;P= 3:1) 3.7b 
(5 3%) R f McDfiV^Si^Sttft: (Rf,0.32: 
'S+1J->:BKX?^;P3 : 1) 2.0g (2 9X) Wi 

MASSrCI (Pos.) m/e ; 2 8 7 (MH*) 

[0048] mv&m z 

(1S,2S,3R) - 1 -7-feh + v-2, 3 - (-f V 
:/nfcfUr>v:t*v) -4- [1- I-+v^g^)U 

2-e#^n&ft^ftT?*-5 (2S.3S,4S) -2.3 

- (^V:/ntfUx>v:t+v) -4- [1- (>th:^^ 
'y^^JV^^^'y) X^M -4-7-feh+->-5-->5' 
0'^>x> (R f tt©ttVi;EF (R f = 0. 3 2) ©fl:^ 
m 1.5 5g (5 4.2mmol) S*l*THF5 0m 
l*fClnA. 56lrPdClj (CHsCN)^ 7 Img 
(0. 2 7inino 1) RO^l, 4-^>V^/> 2 3 5 

mg (2. 1 7mmo I) &JnAT7;i':J>;yx§ffltC 

sa^775'->3.>'U*y;u;(j7A (->u;^y;i' lo 

Og. ^^D-> :§fmx^)V=5 : 1) ICTfflML. 4 
8 4mg (3 1?«) ©•>D2/:/!R<|jKi:bTS)aib^«j 
*fc6 9 2mg (4 5%) fflta5!KJ^?&[5IiK 

MAS S : FAB (Pos.) m/e ; 2 8 7 (MH*) 
[0 0 4 9] «JS «9J 4 

(1S,2S,3R) -2,3- ('rv:/ntf'jT>v^ 
^'y) -4- [1- (/ H=¥->;)l^>)l':*-=^^i/) X5^;|/] 

- 1 - fc Hn+->-4 - •>i?n'^>7^>®-&^ : ±ESI 
J6«il3T-#Sn& (IS. 2S.3R) -l-7-feh+-> 
-2,3- (i'v::'nif'j7'>v:t=¥-» -4- [i- 

(^ K*vpC5';i/:t*v) X9^)l/] -4-xi'n'Ox 
> 440mg (1.54mmol) felOmlWil*:^ 
^'/-MC^/gL. MTKi^K^U-JA 4 2 5mg (3. 
0 Smmo I) SJD^, gfilCTS. BmmWVtc, 

P s!tttt?S3ai!S, MJEET^S^Lfc, llSnfcSit* 

7 7->vavU*y;i':*;7A (vU^yjP 2 0g,'\4^ 

: itKX?)U=3 : 1) tCT«Sib. 3 4 6mg 
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(9 2%) OyDy:^tt!!jjStUT^S<l:^«J*#fc. 
MAS S : FAB (Pos.) m/e ; 2 4 5 (MH*) 
[0 0 5 0] sua fil 5 

(1S.2S.3R) -1- [ (p- h;UX>x;P:^X 
M t^'y] -2.3- ('fV::/Dt:Ux>i^:t*'» 
-4- [1- (;f.h^'y:^f}Vt^>') xf-jl] -4- 
v'^^D'<^>x>®^]S:±|5IIJEffi|4T^lfc (18,2 

S.3R) -2.3- ('fy:/ni;ux>v*+-» -4 
- [1- i:^h^=y/.^m^y) xj-M -l-kK 
10 a+->- 4 -v'i'D^^r^ 3 13mg (1.2 9mm 
ol) ^il7K«ft;<5^U>8mltfC}e^$-&. p-h 
)\^xy7s)'^t^X)\^^u=y-iY 4 8 9mg (2.5 7mm 
o I) Rt;hUX?;i/75> 7 1 5m 1 (5.14mm 

ol) $jpA. )i3fetT2aw*micTjft#b&. K 

^SSKIc* 2 0ml ^JS^X. JJ^V^'Ci' n n*;UA 50ml 

vyy^-tiyh <.y')t)^)V 4 0g, '\:^^it>:»K 
X^)l=5 : 1) ICTieSliU ->D>;/:/tt#lKtL'T3 
a? 8 2mg©«Sib^tli£^fc. 
[00 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MH*) 
H' -NMR (CDC I3) (5 ; 7. 8 6 (d) . 7. 3 3 

(d) ,5.61 (s) . 5. 2 0 (m) , 4. 8 5 (d) , 
4.7 2 (t) . 4. 5 9 (q) , 4. 4 6 (q) . 3. 3 4 

(s) , 2. 4 5 (s) , 1. 4 0-1. 2 5 (m) 

[0 0 52] HiS «(!| 6 

2'. 3'-0— fV7'^tf•Jx>-6'-C-^^;^- 
6'-0- (p< h4^v^g^;i/) - 3-'r7-^f^-:fy/y 

30 >A©^)*: 3-x7-y7x-> 2 0 2mg (1.5m 
mo 1) i&iS*DMF 2ml>l3{IllD;iLTtl^bfc. 
Vi-C^iSltTS 0% NaH (}ft*) 7 2.4mg (1. 
5mmo 1) &lin;i. SJC 1 5 -i77'^>- 5 150 
Ail (0. 7 5mmo 1) SrmTmfPBl^tfc. :i 
©SJSJSIC, §lil«316T-#fc h->^- h 3 0 0mg 
(0. 7 5mmo 1) Sftl*DMF 5.5mlC?gi6»b 
tzm^^mX. 7JVrf>j!;XTMMbm s o-cct 
2llSPflg^filtfci:L. MJETSf&«&S 
filUfc. ^6nfcafi(C»»X5^)H 0 Om 1 «Jftl 

xg^;H&7->Kv> I psiiiffiitTiim MET 

A (Arf.9385- 4 0 g. CHC I s : MeOH : jSNH* 
OH = 4 0:1:0.1) iCTIiSU 1 5 OmgCS 

MASS : FAB (Pos.) m/e ; 36 1 (MH') 

[00 53] ^mm 7 

6' -C-;<5^;l'-3-x71f^:/7y-»A®-&^ : 
±mmmM6X%Tc2' .3' -0-iVfn\f^)y=y- 
50 6' -C-^^)V-6' -O- Uh=^y/.^M -3- 
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T7^^ZfyJ'y>PL<D^mW 15 0mg (0.4 2m 
mol) S5M-HC 1 -^^'/-Jl'gjS bm\mzM 

^Tffi#u mm s^&js&«i8tfc. ami© 

^'y-;USlIDA. 3lH)iE£ETSISUm 
m^b. 5 0 Onig©->'J*'y;HC®S$-&T772/-> 
av'J;*jyjl'j!7 7A (Art. 9385- 1 0 g, CHCls: 
MeOH : jaNH4 0H=6 5:2 5: 2ICT^ai) IC 
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TiHSb. 1 0 Omg0gBfl:-&!KjSilS®.!:LT#&. 
[0 0 54] 

MASS : FAB (Pos.) m/e ; 2 7 7 (MH*) 
NMR: (CDaOD) fi;8.]7 (s).7.65 

(d) ,7.09 (d) . 5. 96 (s) , 5. 4 2 (m) . 
4. 6 2 (d) . 4. 5 6 (q) , 4. 1 6 (t) , 1.4 4 

(d) 



(sDint.ci.* mm^ nmm^^ fi ^%mmi 

C 0 7 F 7/18 A 8018-4H 
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